General Procedures
BODIPY FL EDA was purchased from Invitrogen (Carlsbad, CA 
Isolation of GA (Gambogic Acid) from Gamboge
Pyridine salt of GA Dried powder of gamboge (19.0 g) from the G. hanburyi tree was extracted with MeOH (80 mL) at room temperature for a day. The mixture was filtered and the residue was re-extracted two more times with MeOH (80 mL). The combined filtrate was concentrated under reduced pressure to give crude extract as a yellow powder (13.0 g, 68%). The crude extract (13.0 g) was dissolved in pyridine (13 mL), and then warm water (5 mL) was added to the stirred solution. The reaction mixture was cooled to room temperature and some precipitate was observed. Hexane (10 mL) was added to the mixture and the mixture was filtered. The solid was collected and washed with hexane and dried to yield pyridine salt of GA as a yellow solid (1.8 g, 14% 
GA (Gambogic acid)
To a solution of the pyridine salt of GA (404.8 mg, 0.57 mmol) in ether (6 mL) was added aqueous HCl (1N, 4 mL). After 1 h of continued stirring at room temperature, the ether solution was washed with water (3 x 1 mL), dried over MgSO 4 , and concentrated by rotary evaporation to give GA as a yellow solid (355.9 mg, 99%). R f = 0.38 (25% EtOAc-hexane). 6, 179.0, 172.1, 161.7, 157.7, 157.5, 138.7, 135.5, 133.5, 132.0, 131.7, 127.7, 124.6, 124.1, 122.4, 116.1, 107.7, 102.9, 100.6 
Synthesis of GA-Bodipy
To a solution containing GA (6.1 mg, 9.70 µmol) and BODIPY FL EDA (3.95 mg, 10.7 µmol) in CH 2 Cl 2 (0.24 mL) was added DIPEA (3.38 µL, 19.4 µmol). Upon adding solid HATU (4.37 mg, 11.5 µmol) portionwise to the reaction mixture, the reaction mixture turned to pale yellow in color within 5 min. After 24 h, the reaction mixture was diluted with EtOAc (5 mL) and washed with water (2 x 1 mL) and brine (2 mL). The organic layers were dried over MgSO 4 , filtered, and concentrated by rotary evaporation. The crude material was purified by preparative TLC (silica, 100% EtOAc) to yield the amide as a red solid (7.05 mg, 77% 8, 178.9, 172.4, 169.5, 162.0, 157.9, 157.3, 135.8, 133.3, 132.1, 128.8, 125.2, 124.9, 124.0, 123.9, 122.2, 120.4, 117.9, 115.9, 108.0, 103.0, 100.5, 91.3, 84.5, 84.0, 81.8, 49.1, 46.9, 42.3, 39.9, 39.8, 35.8, 30.1, 29.9, 29.2, 29.0, 28.1, 25.9, 25.4, 24.9, 22.9, 21.8, 21.4, 18.4, 17.9, 15.1, 11.5 
Synthesis of GA-ETA
To a solution of GA (58.0 mg, 92.2 µmol) and HATU (42.1 mg, 110.6 µmol) in ACN (3 mL) was added DIPEA (64.0 µL, 369.0 µmol) via syringe. After stirring for 15 min at room temperature, ethanolamine (6.70 µL, 110.6 µmol) was added via syringe and the reaction mixture was stirred at room temperature. After 2 h, the solvent was removed and the crude mixture was diluted with ethyl acetate (5 mL). The ethyl acetate solution was washed with water (2 x 1 mL) and brine (1 mL). The organic layers were dried over MgSO 4 , filtered, and concentrated by rotary evaporation. The crude material was purified through flash column chromatography (Silica, 50% EtOAc-hexane) to yield GA-ETA as a yellow solid (38.8 mg, 63%). R f = 0.47 (50% EtOAc-hexane). 0, 179.0, 170.2, 162.1, 157.9, 157.4, 136.2, 135.8, 133.3, 132.2, 132.1, 125.2, 124.4, 123.9, 122.2, 115.9, 108.0, 103.1, 100.6, 91.3, 84.6, 84.0, 81.8, 62.8, 49.1, 47.0, 42.8, 42.3, 30.1, 29.4, 29.0, 28.1, 25.9 (2C), 25.4, 22.9, 21.8, 21.3, 18.3, 17.8 
Synthesis of 14 C-GA-ETA
To a solution of GA (7.5 mg, 11.9 µmol) and HATU (5.44 mg, 14.3 µmol) in EtOH (0.30 mL) was added DIPEA (8.3 µL, 47.6 µmol) via syringe. After stirring for 15 min at room temperature, [1,2-14 C]-ethanolamine hydrochloride (1.5 mL, EtOH solution) was added via syringe and the reaction mixture was stirred at room temperature for 2 h. The reaction mixture was concentrated under reduced pressure and the crude material was purified through preparative TLC (Silica, 50% EtOAc-hexane) to yield the 14 C-GA-ETA as a yellow solid (4.1 mg, 51%). R f Figure 
